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substituted with Ci_ 6 alkyl; Ci. 6 alkoxy; Ci- 6 alkanoyt; hydroxy; hydroxyalkyl; halo; haloalkyl; nitro; 
cyano|; cyanoalkyl; amino optionally substituted with alkyl; amido; or (lower alkyl)amide; 
or B is an acyl derivative of formula R4-C(0)-; a capooxyl of formula R4-0-C(0)-; an amide of 
formula R4-N(R 5 )-C(0)-; a thioamide of formula 94-N(R 5 )-C(S)-;or a sulfonyl of formula R4-SO2 
wherein 

! R4 is (i) C^o alkyl optionally substituted with carboxyl, C1-6 alkanoyl, hydroxy, Ci_ 6 alkoxy, 
| amino optionally mono- or di-substitifted with alkyl, amido, or (lower alkyl) amide; 
| (ii) C3.7 cycloalkyl, C3.7 cycloalkoxy/or C4-10 alkylcycloalkyl, all optionally substituted with 
j hydroxy, carboxyl, (Ci_ 6 alkoxy)carbohyl, amino optionally mono- or di-substituted with 
| C1-6 alkyl, amido, or (lower alkyl/amide; 

(iii) amino optionally mono- or afi-substituted with Ci_ 6 alkyl; amido; or (lower alkyl)amide; 
i (iv) C 6 or C10 aryl or C7.16 aralKyl, all optionally substituted with Ci_ 6 alkyl, hydroxy, amido, 
j (lower alkyl)amide, or amino/optionally mono- or di-substituted with Ci_ 6 alkyl; or 
| (v) Het or (lower alkyl)-Het/both optionally substituted with C^e alkyl, hydroxy, amido, 
! (lower alkyl) amide, or ami/no optionally mono- or di-substituted with Ci_ 6 alkyl; 
j R 5 is H or Cue alkyl; with^he proviso that when R4 is an amide or a thioamide, R 4 is not 
I (ii) a cycloalkoxy; 
Y is H |or d. 6 alkyl; 

R 3 is Ci_s alkyl, C3.7 cycloalkyl, or C4.10 alkylcycloalkyl, all optionally substituted with hydroxy, Ci_ 6 
alkoxyl Ci_ 6 thioalkyl, amida (lower alkyl)amido, C 6 or C10 aryl, or C7-16 aralkyl; 
[R 2 ] Elis CH2-R20, NH-R 2 /, O-R20 or S-R20, wherein [R 2 o is a saturated or unsaturated C 3 - 7 
cycloalkyl or C4-10 (alkylcyploalkyl), all of which being optionally mono-, di- or tri-substituted with 
R21, j 

or R 2 o is a C 6 or C10 arylfor C7.14 aralkyl, all optionally mono-, di- or tri-substituted with R21, 
or] R 2 o|is [Het or (lowei/alkyl)-Het] pyridinyl. quinolyl. flower alkyh-pyridinyl or (lower alkyh- 
quinolyl . [both] each optionally mono-, di- or tri-substituted with R 21 , 

i r 

| wherein eachjR 2 i is independently Ci_ 6 alkyl; Ci. 6 alkoxy; lower thioalkyl; sulfonyl; N0 2 ; 
|OH; SH; halo/ haloalkyl; amino optionally mono- or di-substituted with Ci- 6 alkyl, C 6 or 



I 
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I C10 aryl, C7-14 aralkyl, Het or (lower alkyl)-Het; amido optionally mono-substituted with C1 

6 alkyl, C 6 or C10 aryl, C7-14 aralkyl, Het or (lower ajtfyl)-Het; carboxyl; carboxy(lower 
| alkyl); C 6 or C 10 aryl, C7.14 aralkyl or Het, said /rfyl, aralkyl or Het being optionally 
j substituted with R22; 

| wherein R22 is Ci. 6 alkyl; C3.7 cy/effoalkyl; Ci- 6 alkoxy; amino optionally mono- or 

j di-substituted with Ci_ 6 alkyk/sulfonyl; (lower alkyl)sulfonyl; N0 2 ; OH; SH; halo; 

j haloalkyl; carboxyl; amidol [lower alkyl)amide; or Het optionally substituted with 

| C^e alkyl; 

R 1 is H; d-e alkyl, C3.7 cycloalkyl,^ 2 -6 alkenyl, or C 2 -e alkynyl, all optionally substituted with 

halogen; 

i 

or a pharmaceutical^ acceptable salt or ester thereof: 

wherein "Het" ig defined^Ts 3 five-piembered saturated or unsaturated, including aromatic, 
heterocycle Qontaininyfrpm one tP fpur heteroatpms selected from nitrpgen, oxygen and sglfur, 
wherein said heterycycle is optionally fused to a benzene ring . 



21 . (amended) A compound of formula I according to claim 1 , wherein [R 2 ] R 2 is S-R20 or O-R20 

wherein R 2 o is a [C 6 or C10 aryl, C7-16 aralkyl, Het or -CH 2 -Het] pyridinyl. quinolyl. -CHo-pyridinyl 

i 

or -CH 2 -quinolyl . all optionally mono-, di- or tri-substituted with R 2 i, wherein 

| R 2 i is C1-6 alkyl; Ci_ 6 alkoxy; lower thioalkyl; amino or amido optionally mono-or di- 
j substituted with Ci_ 6 alkyl, C6 or C 10 aryl, C7.16 aralkyl, Het or (lower alkyl)-Het; NO2; OH; 
| halo; trifluoromethyl; carboxyl; C 6 or C 10 aryl, C7.16 aralkyl, or Het, said aryl, aralkyl or Het 
being optionally substituted with R 22 , wherein 

| R22 is C1-6 alkyl; C 3 . 7 cycloalkyl; Ci_ 6 alkoxy; amino; mono- or di-(lower 

j alkyl)amino; (lower alkyl)amide; sulfonylalkyl; N0 2 ; OH; halo; trifluoromethyl; 

! carboxyl or 




25. (amended) A compound of formula I according to claim 21 , wherein [R 2 ] RLis [selected from the 
group consisting of: 
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t 



7Y5o ; fi 







Z 5 



? 




and ] 




J 



26. (amended) A compound of formula I according to claim 21, wherein [R 2 ] R 2 is [1- 

naphthylmethoxy; 2-naphthylmethoxy; benzyloxy, 1 -naphthyloxy; 2-naphthyloxy; or] quinolinoxy 
unsubstituted , mono- or di-substituted with R 2 i as defined in claim 21. 



i 



Please canctel claim 27. 



In claim 28, line 1, delete "27" and insert -26-, atxWelete ( 'R 2 " and insert --R 2 



In claim 29, line 1, delete "R 2 " and inserf-R 2 --. 

In claims 32 and 33, line T of ^ach, delete "R 2 " and insert -R 2 

i 

In the following claims, delete "Ri" and insert — R 1 — : 



Claim 36, line 2; ClairjvSB, line 1; Claim 39, line 1 and line 3 (in the structures); Claim 40, line 

1 and line 3 (in th ^structures); Claim 42, line 1 and line 3 (in the structure); Claim 43, line 1; 

i 

Claim 44, line 1. 



4^/amende<l) A compound of formula I according to claim 1 y^herein 

/ B is a C 6 or C 10 aryl or C 7 -ie aralkyl, all optionally substituted with d-6 alkyl, Ci- 6 alkoxy, d_ 6 
/ alkanoyl, hydroxy, hydroxyalkyl, halo, haloalkyl, oifro, cyano, cyanoalkyl, amido, (lower 
/ / alkyl)amido, or amino optionally substituted wjjtn Ci_ 6 alkyl; or 

i Het or (lower alkyl)-Het, afl optionally substituted with Ci- 6 alkyl, Ci- 6 alkoxy, Ci_ 6 alkanoyl, 
hydroxy, hydroxyalkyl, halo, haloalkyl, nftro, cyano, cyanoalkyl, amido, (lower alkyl)amido, or 



6 - 
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amino bptionally substituted with Ci. e alkyl,. or 

B is R4-SO2 wherein R4 is preferably 3mido; (lower alkyl)amide; C 6 or C10 aryl, C7-14 aralkyl or 

Het, all optionally substituted with Ci-> alkyl, or 

B is an acyl derivative of formula R4-<I(0)- wherein R4 is 

|(i) Cmo alkyl optionally substituted with carboxyl, hydroxy or Ci. 6 alkoxy, amido, (lower 

|alkyl)amide, or amino optionally mono- or di-substituted with alkyl; 

i(ii) C3-7 cycloalkyl or C4-10 alkylc/cloalkyl, both optionally substituted with hydroxy, 

! carboxyl, (C-|. 6 alkoxy)carbonyl, amido, (lower alkyl)amide, or amino optionally mono- or 

j di-substituted with Ci_ 6 alkyl; 

;(iv) C 6 or C10 aryl or C7-16 aralkyl all optionally substituted with Ci_ 6 alkyl, hydroxy, amido, 
i (lower alkyl)amide, or amino optionally substituted with C^e alkyl; 
!(v) Het or (lower alkyl)-Het, bothloptionally substituted with C^e alkyl, hydroxy, amino 
^optionally substituted with Ci_ 6 alkyl, amido, (lower alkyl)amide, or amino optionally 
;substituted with Ci_ 6 alkyl, or \ 
B is a carboxyl of formula R4-0-C(0)-, wnerein R4 is 

with carboxyl, C^e alkanoyl, hydroxy, Ci_ 6 alkoxy, 
tituted with C^e alkyl, amido or (lower alkyl)amide; 



;(i) C1-10 alkyl optionally substitutec 
iamino optionally mono- or di-subs 



optionally mono- or di-substituted 
B is ani amide of formula R4-N(R 5 )-C(0) 



(ii) C3.7 cycloalkyl, C4-10 alkylcycloiilkyl, all optionally substituted with carboxyl, (Ci- 6 
, alkoxy )carbonyl, amino optionally mono- or di-substituted with Ci- 6 alkyl, amido or (lower 
;alkyl)amide; 

(iv) C 6 or C10 aryl or C7.16 aralkyl dptionally substituted with Ci. 6 alkyl, hydroxy, amido, 
(lower alkyl)amido, or amino optic nally mono- or di-substituted with C^e alkyl; or 

(v) Het or (lower alkyl)-Het, both Optionally substituted with Ci- 6 alkyl, hydroxy, amino 

with Ci_ 6 alkyl, amido or (lower alkyl)amido, or 
wherein R4 is 



!(i) C1.10 alkyl optionally substitute J with carboxyl, alkanoyl, hydroxy, C1.6 alkoxy, 



amido, (lower alkyl)amido, or am 
i(ii) C3.7 cycloalkyl or C4-10 alkylcy 



no optionally mono- or di-substituted with Ci_ 6 alkyl; 
:loalkyl, all optionally substituted with carboxyl, (Ci_ 6 
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jalkoxy)carbonyl, amido, (lower alkyl)amido, or amino optionally mono- or di-substituted 
jwith Ci- 6 alkyl; 

I (iii) amino optionally mono- or di-substituted with C^ 3 alkyl; 

j(iv) C 6 or C10 aryl or C 7 .i 6 aralkyl, all optionally substituted with C^e alkyl, hydroxy, amido, 
(lower alkyl)amide, or amino optionally substituted with Ci_ 6 alkyl; or 
(v) Het or (lower alkyl)-Het, both optionally substituted with Ci_ 6 alkyl, hydroxy, amino 
'optionally substituted with C1.6 alkyl, amido or (lower alkyl)amide; and 
;R 5 is H or methyl, or 

B is thioamide of formula R4-NH-C(S)-; wherein R4 is 

!(i) C1.10 alkyl optionally substituted with carboxyl, Ci_ 6 alkanoyl or C-i-e alkoxy; 

(ii) C3.7 cycloalkyl or C4-10 alkylcycloalkyl, all optionally substituted with carboxyl, (C1.6 

alkoxy )carbony I, amino or amido; 

Y is H or methyl; 

R 3 is Cii.8 alkyl, C3.7 cycloalkyl, or C4-10 alkylcycloalkyl, all optionally substituted with hydroxy, Ci_ 6 
alkoxy ,| Ci_ 6 thioalkyl, acetamido, C 6 or C10 aryl, or C7-16 aralkyl; 

[R 2 ] Rlis S-R20 or O-R20 wherein R 20 is [preferably a C 6 or C 10 aryl, C7-16 aralkyl, Het or -CH 2 - 

i 

Het] pyridinvl. quinolyl. -CH 2 -pvridinyl or -CH 2 -guinolyl . all optionally mono-, di- or tri-substituted 

i 

with R 2 i, wherein 

IR21 is C1-6 alkyl; C1-6 alkoxy; lower thioalkyl; amino or amido optionally mono-or di- 

i 

Isubstituted with Ci_ 6 alkyl, C 6 or C10 aryl, C7-16 aralkyl, Het or (lower alkyl)-Het; N0 2 ; OH; 
jhalo; trifluoromethyl; carboxyl; C 6 or C10 aryl, C7-16 aralkyl, or Het, said aryl, aralkyl or Het 
ibeing optionally substituted with R 22 , wherein 

| R22 is Ci.6 alkyl; C3.7 cycloalkyl; Ci_ 6 alkoxy; amino; mono- or di-(lower 

j alkyl)amino; (lower alkyl)amide; sulfonylalkyl; N0 2 ; OH; halo; trifluoromethyl; 

| carboxyl or Het; or 

[R 2 ] Rf | is [selected from the group consisting of: 

i 



* 
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or [R 2 ] Slis [1-naphthylmethoxy; 2-naphthylmethoxy; benzyfcxy, 1-naphthyloxy; 2-naphthyloxy; 
or] quinolinoxy unsubstituted , mono- or di-substituted witjyR 2 i as defined above; and 
the P1| segment is a cyclopropyl ring, both optionally substituted with [R^ Bl, wherein R 1 is C1-3 
alkyl, C 3 _5 cycloalkyl, or C 2 -4 alkenyl optionally substituted with halo, and said [R1] Rl at carbon 2 
is orientated syn to the carbonyl at position 1, represented by the radical: 





or a pharmaceutically Acceptable salt or ester thereof. 

| / 

46. (Amended) A compound of formula I according to claim 45, wherein B is a C 6 or C10 aryl 
optionally substituted wvith Ci. 6 alkyl, Ci_ 6 alkoxy, Ci_ 6 alkanoyl, hydroxy, hydroxyalkyl, halo, 
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haloalkyl, nitro, cyano, cyanoalkyl, amido, (lower alkyl/amide, or amino optionally mono- or di- 
substituted with d-6 alkyl; or B is Het optionally substituted with d-e alkyl, d-e alkoxy, d-6 
alkanoyH hydroxy, halo, amido, (lower alkyl)amide, pr amino optionally mono- or di-substituted 
with Ci- 6 ! alkyl; or 

B is RjrS0 2 wherein R4 is C 6 or do aryl, a C 7 . 14 /aralkyl or Het all optionally substituted with d-e 
alkyl; amido, (lower alkyl)amide; B is an acyl derivative of formula R4-C(0)- wherein R4 is 
! (i) C1.10 alkyl optionally substituted witbf carboxyl, hydroxy or Ci_ 6 alkoxy; or 
i (ii) C3.7 cycloalkyl or C4.10 alkylcycloal/^yl, both optionally substituted with hydroxy, 
i carboxyl, (d-6 alkoxy )carbonyl; or 

j (iv) C 6 or C 10 aryl or C 7 . 16 aralkyl, altfoptionally substituted with Ci. 6 alkyl, hydroxy; or 
! (v) Het optionally substituted with d_ 6 alkyl, hydroxy, amido or amino; 
or B is! a carboxyl of formula R4-0-C(0)-, wherein R4 is 

| (i) d. 10 alkyl optionally substituted with carboxyl, d-6 alkanoyl, hydroxy, d-6 alkoxy or 
! amido, (lower alkyl)amide, amin© optionally mono- or di-substituted with d-e alkyl; 
j (ii) C3.7 cycloalkyl, C4-10 alkylcyc/oalkyl, all optionally substituted with carboxyl, (C^ 
i alkoxy)carbonyl, amido, (lower/alkyl)amide, amino optionally mono- or di-substituted with 
j d-6 alkyl; or 

j (iv) C 6 or C10 aryl or C 7 .i 6 aralkyl, all optionally substituted with C1.6 alkyl, hydroxy, amino 
j optionally substituted with Cil 6 alkyl; or 

: (v) Het or (lower alkyl)-Het, poth optionally substituted with d_ 6 alkyl, hydroxy, amido, or 
j / 
j amino optionally mono-substituted with d-6 alkyl; 

or B isjan amide of formula FVN(R 5 )-C(0)- wherein R4 is 

;(i) d-10 alkyl optionally substituted with carboxyl, d-6 alkanoyl, hydroxy, d_ 6 alkoxy, 

: amido, (lower alkyl)amide, amino optionally mono- or di-substituted with d-6 alkyl; 

|(ii) C3-7 cycloalkyl or C 4 -i£ alkylcycloalkyl, all optionally substituted with carboxyl, (d-6 

lalkoxy)carbonyl, amido/(lower alkyl)amide, amino optionally mono- or di-substituted with 
! / 
jd-e alkyl; and R 5 is H or methyl; or 

|R4 is (iii) amino optionally mono- or di-substituted with d-3 alkyl; or 
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(iv) C 6 or C 10 aryl or C7-16 aralkyl, all optionally substituted with Ci_ 6 alkyl, hydroxy, amino 
or amido optionally substituted with Ci_ 6 alkw; or 

(v) Het optionally substituted with Ci. 6 alkyl/hydroxy, amino or amido; or 
B is a t'hioamide of formula R4-NH-C(S)-; wherein/R4 is: 

!(i) C1-10 alkyl; or (ii) C3-7 cycloalkyl; or 

YisH; 

R 3 is the side chain of te/t-butylglycine (Tbg), l/e, Val, Chg or: 




; or 

[R 2 ] Rfiis [1-naphtylmethoxy; or] quinolino/cy unsubstituted, mono- or di-substituted with R21 as 

defined above, or 

J 

[R 2 ] Riis : 



A 21J 




wherein R 2 ia is Ci_ 6 alkyl; Ci_ 6 alkoxy; C 6 , C10 aryl or Het; lower thioalkyl; halo; amino optionally 
mono-substituted with Ci_ 6 alkyl; o/c 6 ,Ci 0 aryl, C7-16 aralkyl or Het, optionally substituted with 
R 22 wherein R 22 is alkyl, C^e alkoxy, amido, (lower alkyl)amide, amino optionally mono- or 
di-substituted with C1-6 alkyl, or Wet; 



P1 is a 



cyclopropyl ring wherei/ carbon 1 has the R configuration, 





; and 



R 1 is ethyl, vinyl, cycloo/fopyl, 1 or 2-bromoethyl or 1 or 2-bromovinyl. 
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^Iaimj47, line 12, delete "R 2 " and insert -R 2 --. 



^1 (amended) A com pound according to claim represented by the formula: 



B. 



o o 



wherein B, R 3) R 2 are as defined below: 



A 



Tab 1 
Cpd# 
[101 



B 

Boc 



102 



103 



104 



105 



106 






[r 3 ]e! [r 2 ]r? 

cHex ! -0-CH 2 -1-naphthyl 



cHex -0-CH 2 -1-naphthyl 



cHex i -0-CH 2 -1-naphthyl 



cHex 



-0-CH 2 -1-naphthyl 



<_> 



Boc 



cHex -0-CH 2 -1 -naphthyl 
cHex 



;] 
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Tab1 B 
Cpd# ; 


[R 3 ]E! 


[R 2 ]R!~ 


[107 


CI 


cHex -0-CH 2 -1-naphthyl 

i 


108 


Boc 


iPr 


^f^^ N0 2 


109 


acetyl 


cHex 


N0 2 


110 


Boc 


i-Pr \ ^> N ^Y^^ a 

i ^° 


and 
111 


Boc 


f-Bu 





50.j(amended) A compound according to claim 45 represented by tljeiormula 





B. 



o o 



wherein B, [R 3 , R 2 , Ri ] R 3 . R 2 . RV are as defined below: 
J / - 13 
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;] 



[R 2 ]B? 


[Rti r: 

syn to 
carboxyl 


-0-CH 2 -1-naphthyl 


ethyl 


-0-GH 2 -1-naphthyl 


ethyl 


-0-CH 2 -1-naphthyl 


ethyl 


\ tgigi 

\ 


ethyl 


\ .ochJ 




-oVcH2-i-naphthyl 


vinyl 
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53. (amended) 4 compound accordirjgio claim 52, selected f/tfm the group consisting of compound #: 

[326,] 327, 32S 

to claiirjjJsVep 



307,3141 317y319, 321, 324^325, [326,] 327, 329, 331, 332, 333, and 334. 



<?> v | 

(amended) A compound according 





OH 



represented by the formula: 

—2 



» rt&r 

3 R 




wher ein B, [R 3 , R 2 and R1 ] R 3 . R 2 and R 1 are as defined below: 
' Table 4 1 B JR 3 ]Rf 



C pd# 
401 



402 





Boc 



Boc 




7-Pr 



f-Bg 



f-Bu 



Boc f-Bu 



rR 2 iR 2 


TRilR 1 




H 


s 






H 








H 












3-(=CH 2 ) 






. y° 
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Table 4 
405 



and 
406 



B 

BocT 



[R 3 ]e! 

~ f-Bu 



Boc ! t-Bu 



[R 2 ]Bf 




OMe 



[Ri]Rl 

2-vinyl 



2-Et 



^$1 \ / . 

^38. (amended) A compound a ccording t o claim #6 represented by the formula: 




wherein R 3< R21A and R21B 3 re as defined below: 



Table 6 
Cpd# 
601 


R 3 
/-Pr 


R21A 

~ Ph 


R21B 
7-OMe 


602 


t-Bu 


Ph 


8-OMe, 
7-OMe 


603 


i-Pr 


Ph 


7-ethyl 


604 


t-Bu 




7-OMe 


605 


t-Bu 


Ph 


7-O-ZPr 
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Table 6 
Cpd # 


R 3 


R21A 


R21B 


606 


f-Bu 


— 


7-CI 


607 


/Pr 




7-CI 


608 


CH 2 -/Pr 





7-CI 


[609 


f-Bu 




— 


610 


f-Bu 


CI 


— 


611 


f-Bu 


Ph 


"T-NTMeTz " 


[612 


f-Bu 


0 — 




613 


f-Bu 


<X 




614 


f-Bu 






615 


f-Bu 




7-N(Me) 2 


616 


f-Bu 


s— " 




[617 


f-Bu 






618 


f-Bu 


Me 
I 

Me— 




619 


f-Bu 


Ph 
I 

Me— N^y 




[620 


f-Bu 


N > 




621 


f-Bu 


Me^_x> N N s ^^ 




622 


f-Bu 
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Table 6" 
Cpd# 
623 


— R 3 

f-Bu 


R21A 
MeO- 


R21B 


624 


" t-Bu " 


("Mej 2 N- 




" 625 ~ 


M3u 


Ph 


7-S(Me) 


626 


f-Bu 


Ph 


7-Br 


627 


t-Bu 


Ph 


7-F 


628 


f-Bu 




7-N(Me) 2 


629 


t-Bu 


N 


7-N(Me) 2 


and 
630 


t-Bu 


N 


7-N(Et) 2 




J 9. (amended) A compound according to claim |>8, selected from the group consisting of compound #: 
601, 602,i 603, 604, 605, 606, 607, 610, 611, [612,] 615, 616, [617, 620,] 621, 622, 625, 626, 627, 
28, 629j and 630. 

^nffii t J l ) A mmpn ti nr l nnra^ri i nn tn rlnim dfi rp prftsftnteri hy the formula: 
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Table 7 ; 
C pd# ' 
735 



R 3 


R21A 








/ °^ 


f-Bu 


f-Bu 


f-Bu 


CHex 



61 . (amendejj^AcpmfJound according to claim 60, selected from the group consisting of compound #: 
701^7W703, 704, [705,] 706, 707, 708, 709, [and] 711 to 720. 722. 723. 726 to 728. and 730 
T37. , 



^Clai 



In Claims 67; 6B, 69 and 70, line 1 of each claim, delete "by" and insert —comprising-. 

i 
I 

laim 73, line 1, after "formula (I)", insert —according to claim 1 — 



J- ^3T(amencled) A process for the preparation of a peptide analog of formula (I) according to claim 1 
wherein PI is a substituted aminocyclopropyl carboxylic acid residue, comprising the step of: 
coupling a peptide selected from the group consisting of: APG-P3-P2; or APG-P2; 



I 

with a P1 intermediate of formula: 




H 2 N 




O-CPG 



R 1 



H 2 N 




O-CPG 



77^ 



y cpg 



1 



.1 



H 2 N 



y RorS 

O-CPGB 




H 2 N 



7 R or S 

O-CPG 




H 2 N 




O-CPG 



or 



wherein [Ri]Bl is Ci_ 6 alkyl, cycloalkyl or C 2 -e alkenyl, all optionally substituted with halogen, 
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CPG is! a carboxyl protecting group and APG is an amino protecting group and P3 and P2 are 
as defined above. 



(amended) A process for the preparation of: [1 )a serine protease inhibitor peptide analog, or 2)] a 
[HCV NS3 protease inhibitor] peptide analog of formula (I) according to claim 1 . this process 
comprising the step of: 
coupling a [Qsuitably protected!)] amino acid, peptide or peptide fragment with a P1 
intermediate of formula: 

1 * 





9i 



H 2 N 




O-CPG 



H 2 N 




O-CPG 




7 Rot S 

O-CPG 



CPG 




H 2 N 




O-CPG 



or 



wherein [Ri]Rl is Ci. 6 alkyl, cycloalkyl or C 2 -6 alkenyl, all optionally substituted with halogen, and 
CPG is' a carboxyl protecting group. 



^6/(^mended) A process for the preparation of: [1 ) a protease inhibitor peptide analog, or 2)] a 
[serine protease inhibitor] peptide analog of formula (I) according to claim 1 . this process 
comprising the step of: 
coupling a [Qsuitably protected!)] amino acid, peptide or peptide fragment with [an] a P1 
intermediate of formula: 
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O-CPG 



wherein CPG is a carboxyl protecting group. 



Please cancel 



claims 81 , 82 and 83, without prejudice 





(amended) [Use of] Method of preparing [an anti-hepatitis C virally effective amount of the 
compound of formula I according to claim 1 , or a therapeutically acceptable salt or ester thereof 
for the preparation of] a composition for treating a hepatitis C viral infection in a mammal 
comprising combining an anti-hepatitis C virallv effective amount of the compound of formula I 
according to claim 1for a therapeutically acceptable salt or ester thereof, with a 
pharmaceutical^ acceptable carrier medium or auxiliary agent . 



(amended) [Use of] Method of preparing [a hepatitis C viral NS3 protease inhibiting amount of 
the compound of formula I according to claim 1, or a therapeutically acceptable salt or ester 
thereof for the preparation of] a composition for inhibiting the replication of hepatitis C virus 
comprising combining a hepatitis^viral NS3 protease inhibiting amount of the compound of 
formula I according to claim 1 . or a therapeutically acceptable salt or ester thereof, with a 
pharmaceutical^ acceptable carrier medium or auxiliary agent . 




(amended) [Use of] Method of preparing [an anti-hepatitis C virally effective amount of a 
combination of the compound of formula I according to claim 1, or a therapeutically acceptable 
salt or ester thereof, and an interferon for the preparation of] a composition for treating a 
hepatitis C viral infection in a mammal comprising combining an anti-hepatitis C virally effective 
amount of a combination of the compound of formula I according to claim 1. or a therapeutically 
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acceptable salt or ester thereof, and an interferon with a pharmaceutical^ acceptable carrier 
medium or auxiliary agent . 




the following new clairo-&£- 




compound of formula (I) according to claim 1, wherein each Het group is independently 
selected from the group consisting of pyrrolidine, tetrahydrofuran, thiazolidine, pyrrole, 1,4-dioxane, 
indole, or any of the following heterocycles: 



\ / N — J N-N r 





REMARKS 



The specification and claim 1 have been amended to designate the PI, P2, P3 portions of the 
tripeptides of formula (I) of the present invention, support being found throughout the application as 

filed, ejg., the synthetic methods at pages 30-34 and in claims 37, 46-47 and 73-74. This also 

i 

ensures 1 consistency within the claims. 



r 



|The claims have also been amended to exclude certain subject matter that was non-elected 

in the Response to Restriction Requirement filed August 28, 2000. In this respect, the R20 group 

i 

"Het or (lower alkyl)-Het" has been amended to pyridinyl. quinolyl. (lower alkyl)-pyridinyl or 
flower lalkylVquinolyl . support being found in the pyridine and quinoline Het groups found at 

page 10, lines 12-13, page 18, lines 1-10, page 19, lines 8-9 and in the numerous examples 

1 

throughout the application as filed. 
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